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SO2 


CR2CH2Q 


CH3CH2NH2 


a4.BCl3-CBH2 CH3 


P-CI-CEH4 
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P-C1-CBH4 
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[0 0 1 01 tztzL±U^2(D (3 6) . (3 7). 
(3 8) 4oiU^ (3 9) (1) OPhj553, 

y :sL=L;v^^iro *fcN-Ac-T- i q(:iN-T-fe^ 

[0011] ttJlB^fC-g^^ONMRSrlB^-f 5o ( ) 

[0 0121 it^^ (1) 

2. 18 (3H, s) , 2. 7A^2. 84 (2H, 
m) , 3. 45'--3. 52 (2H, m) , 3. 70-- 

3. 89 (3H. m) . 6. 61 ( 1 H, d, J = 7. 
8Hz) . 6. 93 (IH. t, J = 6. 8Hz) , 

7. 00'-'7. 20 (2H. m) , 7. 21-7. 24 
(3H, m) , 7. 44^7. 55 (IH, m) , 7. 

66 (IH, t, J = 7. 6H2) , 8. 07 (IH, 
d, J = 6. 3Hz) , 8. 20 ( 1 H, d, J=6. 
3Hz) , 8. 20 (IH, d, J=8. 3Hz) , 

8. 31 (IH, d, J = 7. 3Hz) , 9. 31 (1 
H, s) 

[00 131 it^^ (2) 

2. 35 (3H, s) , 2. 72 — 2. 87 (2H, 
m) , 3. 38-3. 44 (3H, m) , 3. 3 7- 



3. 80 (3H, m) , 6. 59 (IH, d, J = 7. 
81Hz) , 7. 08 (IH, t, J=8. 7Hz) . 

7. 24-7. 3 2 (6H, m) , 7. 70 (IH, 
t, J = 7. 8Hz), 7. 97 (IH, d. J = 7. 
8Hz) , 8. 45 (IH, d. J = 8. 3Hz) , 

8. 5 5 (IH, s) 

[0 0 141 it^^ (3) 

2. 24 (3H, s) , 2. 77 (2H, t, J = 6. 
3Hz) , 3. 2 3-3. 3 2 (IH, m) , 3. 68 
(IH, d, J = 14. 2Hz) , 3. 72 (2H, 
m) , 3. 80 — 3. 8 9 (2H, m) , 3. 87 (3 
H, s) , 4. 05 (IH. d, J = 14. 5Hz) , 

6. 55 (IH, d, J=8. 3Hz) . 6. 93 (2 
H, d, J=8. 9Hz) , 7. 08-7. 18 (2 
H, m) . 7. 31 (IH, t, J = 7. 4Hz) , 

7. 4 5-7. 5 6 (IH, m) , 7. 63-7. 79 
(2H, m) , 7. 85 ( 1 H, m) , 7. 63-7. 

79 (2H, m) , 7. 85 ( 1 H, d, J=8. 9H 
z) , 8. 5 7 (IH, d, J=4. 2Hz) 
[0 0 151 it^^ (4) 

2. 04 (3H, s) , 3. 02-3. 14 (2H, b 
rs), 3. 16-3. 30 (IH. m), 3. 32- 
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3. 43 (2H, brs), 3. TS'-S. 87 (1 

H, m) , 3. 89 (3H, s) , 6. 40-^6. 54 
(IH, m) , 6. 5 4^6. 6 3 (IH, m) ,_6. 

97 (2H, d, J = 9. 2Hz) , 7. 01-7. 2 

2 (IH, m) , 7. 24~7. 40 (2H. m) , 
7. 41-'7. 54 (IH, m) , 7. 62 (2H, 
d, J=9. 2Hz) , 7. 62-7. 71 (IH, 
m) 

[0 0 16] it^^ (5) 

2. 34 (3H, s) , 2. 82 (2H, t, J=5. 

2Hz) , 3. 4 5 (2H, sr 7~3:"^6^ (2Tr, 

s) , 4. 03 (2H, t, J = 5. 2Hz) , 6. 7 
5 (2Hr d, J=8. 9Hz) . 7-. 22 (2H, 
d, J = 5. 2Hz) , 6. 75 (2H, d, J=8. 
9Hz), 7. 22 (2H, t, J =5^2 Hz) , 
7. 0 1 (IH. b t) , 7. 12 (1 H. b d) , 
7. 30 (IH, bt) , 8. 29 (IH, b d) , 1 

I. 0 (IH, b s) 

[0 0 171 it^i^ (6) 

2. 28 (3H, s) , 2. 63 (2H. t, J=6. 
6Hz) , 3. 02 (2H, t, J = 6. 6Hz) , 

3. 56 (3H, s) , 7. 0 (IH, bt) , 7. 0 
5 (IH. bd) , 7. 10 (2H, d, J=8. 5H 
z) , 7. 18 (2H, d, J=8. 5Hz) , 7. 3 

(IH, bt), 8. 25 (IH, bd). 10. 8 

(IH, b d) 

[0 0 18] it^(^ (7) 

2. 24 (3H, s) , 3. 20 (2H, d. J = 6. 
6Hz) , 3. 61 (2H, s) , 4. 25 (2H, 
s) , 6. 25 (IH, dd, J = 15. 8, 6. 6H 
z) , 6. 48 (IH, d, J = 15. 8Hz) . 7. 

03 (IH, bt) , 7. 15 (IH, bd) , 7. 3 
(IH, bt), 8. 25 (IH, bd), 11. 16 
(1 H, b s) , 7. 2 5 (4H, b s) 

[0 0 1 91 it^i^ (8) 

2. 23 (3H. s) , 3. 19 (2H, d, J = 6. 
6Hz) , 3. 53 (2H. s) , 3. 56 (2H. 
s) , 6. 25 (IH, dd. J = 16. IHz, 6. 
6Hz), 6. 48 (IH, d. J = 16. IHz), 
7. 0 (IH. b t) , 7. 1 2 (IH. bd) , 7. 
3 (IH, bt) . 8. 26 (IH, b d) , 7. 26 

(4H, b s) , 11. 0 8 (IH, b s) 

[0 0 2 01 it^^ (9) 

2. 3 (3H, s) , 2. 4-2. 7 (2H, br) . 

2. 6 — 2. 7 (2H, complex), 3. 0 — 

3. 2 (2H, complex), 3. 2 — 3. 3 (1 
H, complex), 3. 5 (IH, d, J = 14. 
2Hz), 3. 85 (IH, complex), 3. 8 
9 (3H, s) . 4. 1 (1 H, c omp lex), 

4. 13(1 H. d, J = 14. 2Hz). 6. 5(1 



H, d. J=6. 9Hz) , 6. 95 (2H. d, J = 
8. 9Hz), 7. 15 (IH, dtj = l. 6, 7. 
6Hz) , 7. 21_(2H, d, J = 6. 7Hz) , 

7. 25 (2H, d, J = 6. 7Hz) , 7. 2-7. 
3 (IH) , 7. 55 (2H, J=8. 9Hz) , 7. 
6 (IH, b d) 

[0 02 11 it'^m (1 0) 

2. 0 (3H, s) , 2. 40 (2H, t, J=5. 6 

Hz), 3. 1 (IH, d, J = 15Hz). 3. 7 
(IH, d, J = 15Hz), 3. 85 (2H, t, J 
• = 5-.*6Hz) , 3. 8 7 (3H, s) , 4. 6 2 (2 

H, s) , 4. 70 (IH, d. J = 13. 9Hz) , 
- 5v 30 (IH, d, J = 8. 9Hz) , 6. 75 (2 

H, d, J = 8. 9Hz) . 7. 22 (2H. d. J = 

8. 9Hz) , 7. 25 (IH, d, J=8. 3H 
z), 7. 25 — 7. 4 (2H, complex). 

7. 65 (IH. bd) . 7. 90 (2H. d, J = 

8. 3Hz) 

[00221 it^^ (11) 

2. 14 (3H, s) , 2. 26 (3H. s) , 2. 6 
7-2. 80 (4H, m) . 2. 9 2 — 3. 0 0 (1 

H, m), 3. 24 — 3. 34 (2H, m), 3. 88 
(3H, s) . 3. 90 — 3. 9 2 ( 1 H, m) , 4. 

3 2-4. 4 8 (2H, m) , 6. 49 ( 1 H, d. J 
= 7. 9Hz) . 6. 95 (2H, d, J = 8. 9H 
z) , 7. 14 (2H, t, J = 7. 9Hz) , 7. 2 
9-7. 32 (IH, m) , 7. 56 (2H, d, J = 
7. 9Hz) 

[0 02 31 it-^^ (12) 

2. 26 (3H, s) , 2. 2 8 — 2. 3 2 (4H, 
m), 2. 46 — 2. 56 (IH, m), 2. 76 — 
2. 79 (4H, m) , 3. 30 — 3. 38 (IH. 
m) , 3. 79 (2H, d, J=6. 3Hz) , 3. 8 
6 (3H. s) , 3. 8 9-3. 9 7 (IH, m) , 

6. 2 3-6. 3 3 (IH, m) , 6. 51 (IH, 
d. J = 6. 9Hz) , 6. 93 (2H, d. J = 8. 
9Hz) . 7. 09 (IH, t, J = 7. 5Hz) , 

7. 2 4-7. 3 0 (7H, m) , 7. 59 (2H, 
d, J = 8. 9Hz) , 7. 72 (IH, d, J = 7. 
6Hz) 

[0 0 2 41 it^^ (1 3) 

I. 6 8 (4H, brs), 2. 26 (3H, s) , 

2. 40 (5H. brs). 2. 58 — 2. 68 (1 
H. m) , 3. 19 (2H, d. J = 5. 61Hz) , 

3. 2 9-3. 3 9 (IH. m) , 3. 81 (IH, 
d, J = 8- 91Hz) , 3. 84 (3H, s) , 3. 
8 7-3. 9 7 (IH, m) , 6. 2 3-6. 3 4 (1 
H. m) , 6. 51 (IH, d, J = 16. IHz) , 
6. 58 (IH, d, J = 7. 92Hz) . 6. 71 

(2H, d, J=8. 9Hz) , 7. 08 (IH. t. 
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J = 8. OHz) , 7. 23-^7. 33 (6H, m) , 
7. 58 (2H, d, J=8. 91Hz) , 7. 76 

(IH, d, J = 6. 27H2) 

10 0 2 51 it^^ (14) 

2. 24 (3H, s) , 2. gg-'S. 08 (4H, 
m), 3. 16 (2H. d, J = 5. 94Hz), 3. 
59--3. 74 (IH, m) , 3. 85 (3H, s) , 
4. 12'-4. 23 (IH, m) . 6. 21-'6. 32 

(IH, m), 6. 49 (IH, d, J = 15. 83H 
z) , 6. 61 (IH, d, J = 6. 92Hz) , 6. 
92 (2H, d, J=8. 9Hz) , 7. 09^7. 1 
9 (4H, m) , 7. 22-7. 34 (4H. m) , 
7. 57 (3H, d, J = 8. 9Hz) , 7. 75 (1 
H, d, J = 6. 9Hz) . 8. 43 (IH, d, J = 
4. 6 IHz) 

[0 0 2 6] it^^ (1 5) 

2. 82 (2H, bt) , 3. 15'-3. 3 (IH, c 
omplex), 3. 5--3. 7 (2H, comple 
x) , 3. 85 (IH) , 3. 9 (3H, s) , 4. 5 

(IH, d, J = 14. 2Hz) , 4. 4-^4. 5 (1 
H, complex), 5. 4 (IH, d, J = 14. 
2Hz) , 6. 5 (IH, dd, J = l. 3, 7. 5H 
z) , 6. 92 (2H, d. J = 13. 2Hz) . 6. 
96 (2H, d, J = 13. 2Hz) , 7. 2 ( 1 H, 
d t, J = l. 3, 7. 5Hz) , 7. 3 (2H, d, 
J = 13. 2Hz) , 7. 37 (IH, dt, J = l. 

3, 7. 5Hz) , 7. 45 (2H, d, J = 13, 2 
Hz) , 7. 87 (IH, dd, J = l. 3, 7. 5H 
z) 

[0 0 2 7] it^!^ (1 6) 

2. 32 (3H, s) , 2. 6--2. 8 (2H, com 
plex), 2. 8-^2. 9 (2H, comple 
x), 3. 15~3. 3 (IH, complex), 

3. 53 (IH, d, J = 13. 9Hz) , 3. 8- 
3. 9 (IH, complex), 3. 88 (3H, 
s), 3. 13 (2H. bt), 3. 25 (IH, d, 
J = 13. 9Hz) , 6. 5 (IH, dd. J = l. 

0, 7. 5Hz) , 6. 85 (2H, d, J = 8. 9H 
z) , 6. 95 (2H, d, J = 8. 9Hz) , 7. 1 
5 (IH, d t, J = l. 3, 7. 5Hz) , 7. 2 

(2H, d, J=8. 9Hz) , 7. 38 (IH, d 
t, J = l. 0, 7. 5Hz) , 7. 55 (2H, d, 
J=8. 9Hz) , 7. 63 (IH, d d, J = l. 
3, 7. 5Hz) 

[0 0 2 81 it^^ (1 7) 

2. 23 (3H, s) , 2. 6 (2H, t, J=6. 9 
Hz) , 2. 73 (2H, t, J = 6. OHz) . 3, 
0 (2H, t, J =6. 9Hz) , 3. 4 6 (2H, 
s) , 3. 60 (2H, t. J=6. OHz) , 3. 8 
5 (3H, s) , 6. 89 (2H. d, J=8. 9H 



z), 6, 9~7. 0 (IH, complex), 7. 

0 (IH, bs) , 7. 21 (4H. s) , 7. 2^ 
7. 3 (2H) . 7. 5 (2H, d, J=8. 9Hz) 
[0 0 2 91 it^^ (18) 

2. 2 3, 2. 2 9 (3H, s) , 2. 6~2. 8 (3 
H, complex), 4. 1 (IH, d, J = 14. 
2Hz), 3. 7^3. 9 (2H, complex), 
4. 1 (IH, d, J = 14. 2Hz) ,6.5(1 
H, complex), 6. 95 (2H, d, J = 7. 
9Hz) , 7. 15 (IH, t, J = 7. 6Hz) , 

7. 3 (IH, b t) , 7. 4-'7. 7 (7H, com 
plex) 

[0 0 3 01 ^b-g^^ (1 9) 

2. 23 (3H, s) , 2. 76 (2H, t, J = 5. 
94Hz), 3. 12'-3. 31 (3H, m), 3. 5 

1 (IH, d, J = 14. 19Hz), 3. 77-^3. 
87 (IH, m) , 4. 06 ( 1 H, d, J = 14. 2 
Hz), 6. 25-6. 35 (IH, m), 6. 48- 
6. 51 (2H, m), 7. 12 (IH, t, J = 7. 
92Hz) , 7. 23'-7. 36 (4H, m) , 7 . 4 
3 (2H, d, J=8. 9Hz) , 7, 55 (2H, 

d, J=8. 91Hz), 7. 55 (2H, d, J = 

8. 91Hz) , 7. 66 (IH, d, J = 7. 5 9H 
z) 

[0 0 3 11 ^t^^ (2 0) 

2. 25 (3H, s) , 2. 73 (2H, t, J = 6. 
9Hz) , 3. 37 (2H, t, J = 6. 9Hz) , 

3. 51 (2H, s) , 3. 58 (3H, s) , 3. 6 
5 (4H, bs) , 3. 85 (3H, s) , 6. 9 (2 
H, d, J=6. 9Hz), 6. 85'-6. 95 (1 
H) , 7. 05 (IH, bs) , 7. 21 (2H, d, 
J = 5. 3Hz) , 7. 56 (2H, d, J=6. 91 
Hz), 8. 15 (IH, s) 

(0 0 3 21 it^^ (2 1) 

2. 33 (3H, s) , 2. 91 ( 1 H, q, J = 6. 
6, 6. 2 7, 6. 2 7Hz) , 3. 00 ( 1 H, q, 
J = 6. 2 7, 6. 2 7, 6. 6Hz) , 3. 09 (1 
H, d, J = 12. 21Hz) , 3. 39-^3. 55 

(2H, m) . 3. 79^-3. 86 ( 1 H, m) , 4. 
16-4. 33 (2H, m) , 4. 98-5. 04 (1 
H, m) . 4. 16-4. 33 (2H, m) , 4. 98 
-5. 04 (IH, m) , 5. 09 ( 1 H, d, J = l 
2. 2Hz) , 6. 34 (IH, d, J = 7. 92H 
z) , 6. 8 7-6. 9 6 (4H, m) 

[0 0 3 31 it^^ (2 2) 

2. 32 (3H, s) , 2. 90 ( 1 H, q, J = 6. 
27, 6. 6, 6. 6Hz) , 2. 99 ( 1 H, q, J 
= 6. 6, 6. 2 7, 6. 2 6Hz) , 3. 08 (1 
H, d, J = 12. 54Hz) , 3. 41-3. 55 
(2H, m) , 3. 77 (6H, s) , 4. 16-4. 
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30 (2H, m) , 3. 77 (6H, s) , 4. 16-- 
4. 30 (2H. m) , 4. 97-^5. 03 (IH, 
m), 5. 08 (IH, d, J = 12. 53Hz). 
6. 08(1 H, t. J = l. 98Hz). 6. 15 
(IH, d, J = 12. 53Hz) , 6. 35 (IH, 
d, J=7. 59H2), 6. 89 (IH, t, J = 

8. 57Hz), 7. 15 (IH, d, J = 7. 26H 
z) , 7. 26 — 7. 29 (IH, m) , 7. 46 (1 
H, t, J = 7. 92Hz) , 7. 55 (1 H, q, J 
= 4. 2 9, 3. 9 6, 4. 2 9Hz) , 8. 01 (1 
H, d, J=6. 93H2) , 8. 14 (IH, d, J 
= 7. 92Hz) , 8. 26 (IH, d, J = 8. 25 
Hz) , 9. 10 (IH, d. J = 3. 96Hz) 

[0 0 3 41 it-^^ (2 3) 

2. 1 2 (3H, s) , 2. 52 (2H, q, J = 5. 
94, 6. 6, 6. 2 7Hz) , 3. 33 (IH, d, 
J = 14. 52Hz), 3. 73 ( 1 H, d, J = l 
4. 52Hz), 3. 98 (2H, t, J = 5. 94H 
z) , 4. 08'-'4. 15 (IH, m) , 4. 3 4--- 
4. 42 (IH, d, J=7. 92Hz), 6. 87 
(2H, d, J = 8. 58H2) , 6. 94 (2H, 
d, J=6. 93H2) , 7. 17-7. 29 (5H, 
m), 7. 43 (IH, t, J = 7. 59Hz), 7. 
53--7. 63 (2H, m) , 7. 97 (IH, d, J 
= 8. 25Hz) , 7. 13 (IH, d, J=8. 25 
Hz) , 8. 24 (IH, d, J = 8. 25H2) , 

9. 14 (IH, d, J=4. 24Hz) 
[0 0 3 5] it^^ (2 4) 

2. 55 (4H, s, br) , 2. 70 (4H, s, b 
r) , 3. 26 (2H, d, J = 6. 59Hz) , 3. 
38 (2H, s) , 6. 27 (0. 5H, t, J=6. 
93Hz), 6. 33 (0. 5H, t. J=6. 6H 
z) . 6. 57 (IH, d, J = 15. 84Hz) , 

6. 82-6. 93 (2H, m) , 7. 12 (IH, 
t, J=7. 76Hz) , 7. 20-7. 25 (2H, 
m). 7. 32 (2H. t, J=7. 26Hz), 7. 
40 (2H, d, J = 7. 59Hz) , 7. 46 (1 
H, q, J = 7. 59Hz) , 7. 46 (IH, q, J 
= 4. 2 9, 4. 2 9, 3. 9 6Hz) , 7. 58 (2 
H, q, J = 7. 92, 7. 59, 8. 24Hz) , 

7. 99 (IH, d. J=8. 24Hz) . 8. 20 
(IH, d, J = 8. 24Hz) ,8.53 (IH, 

d, J = 7. 26Hz). 9. 06 (IH, d, J = 
4. 2 9H z) 
[0 0 3 6] it^m (2 5) 

3. 13 (2H, d, J=7. 26Hz) , 3. 51 
(2H, s) , 6. 01-6. 12 (IH, m) , 6. 

36 (IH, d, J = 15. 84Hz) , 6. 98- 
7. 14 (3H, m) . 7. 20-7. 33 (6H, 
m) , 7. 54-7. 64 (2H. m) , 8. 04 (1 



H, d, J = 8. 25Hz) . 8. 29 (IH, d, J 
= 8. 24H2), 8. 40 (IH, d, J=7. 26 
Hz) , 8. 92 (IH, s, b r) , 9. 1 3 (1 
H, d, J=4. 29Hz) 
[0 0 3 7] it^Sgo (26) 

3. 26 (2H, d, J = 7. 25Hz) , 3. 6 2- 

3. 7 2 (3H, m) , 4. 11-4. 19 (IH, 
m) , 4. 18 (IH, d, J = 12. 86Hz) , 

4. 4 7-4. 5 5 (IH, m) , 6. 11-6. 22 
(IH, m), 6. 43 (IH, d, J = 15. 73H 
z) , 6. 63 (IH, d, J = 7. 91Hz) , 6. 
92 (IH, t. J = 7. 58Hz) , 7. 17-7. 
38 (8H, m) , 7. 45 (2H, q, J=4. 2 
9, 3. 9 6, 4. 2 9Hz) , 7. 57 ( 1 H, q, 
J=4. 2 9, 3. 96. 4. 2 9Hz), 8. 01 

(IH, d, J = 8. 25Hz) , 8. 18 (IH, 
d, J = 7. 59Hz) , 8. 28 ( 1 H, d, J = 
8. 58Hz), 9. 13 (IH, d, J=4. 29H 
z) 

[0 0 3 81 it-^^ (2 7) 

2. 19 (3H, s) , 2. 9 2-3. 00 (2H, 
m) , 3. 26 (IH, d, J = 6. 92Hz) , 3. 
36 (IH, s) , 4. 6 6 — 4. 7 8 (2H, m) . 

6. 17-6. 22 (IH, m) , 6. 46 (IH, 
d, J = 15. 5Hz) , 6. 7 6 — 6. 8 5 (2H, 
m), 7. 21-7. 36 (7H, m), 7. 47 (1 
H, t, J=7. 59Hz), 7. 67-7. 75 (2 
H, m) 

[003 91 it^^ (28) 

2. 25 (3H. s) , 2. 61-2. 70 (4H, 
m), 3. 12-3. 36 (IH, m), 3. 39 (3 
H. s) , 3. 45 (IH. d, J = 14. 19H 

z) , 3. 55 (2H, t, J = 5. 93Hz) , 3. 
7 6 — 3. 84 (IH, d, J = 14. 19Hz) , 

3. 55 (2H, t, J=5. 93Hz), 3. 76 — 
3. 84 (IH, m), 3. 87 (3H, s). 4. 1 
3 (IH, d, J = 13. 86Hz) , 6. 53 (1 
H, d, J = 7. 92Hz), 6. 95 (2H, d, J 
= 8. 91Hz), 7. 11 (IH, t, J=7. 92 
Hz) , 7. 29 (IH, t. J = 7. 90Hz) , 

7. 54 (2H, d, J=8. 90Hz) , 7. 61 
(IH, J=7. 5 9Hz) 

[0 0 4 0] it^l^ (2 9) 

2. 22 (3H, s) , 2. 96 (IH, d. J = l 

2. 2Hz) , 3. 15 (2H, d, J==5. 94H 
z) , 3. 2 0 — 3. 3 3 (2H, m) , 3. 50 — 

3. 62 {2H, m) , 3. 84 (3H, s) , 4. 0 
0'--4. 15 (2H, m), 4. 90 (IH, d, J = 
12. 2H2) . 6. 16-6. 38 (2H, m) , 

6. 45 (0. 5H. t, J = 7. 58H2). 6. 6 
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4 (0. 5H, d, J==7. 59Hz) . 6. 92 (2 
H, d, J = 8. 9H2) , 7. 12-7. 19 (1 
H, m) , 7. 32 (2H, s) , 7. 42'-7. 48 

(IH, m) , 7. 54 (2H, d, J=8. 9H 
z) . 7. 6 0~7. 7 4 (IH, m) 

[0 0 4 1] it-^m (3 0) 

2. 23 (3H, s) , 2. 94 ( 1 H, d, J = l 

2. IHz) , 3. 14 (2H, d, J=5. 86H 
z) , 3. 22'-'3. 32 (2H, m) , 3. 4 9-- 

3. 62 (2H, m) , 3. 84 (3H, s) , 4. 0 
2'-4. 15 (2H, m) , 4. 92 (IH, d, J = 
12. IHz) , 6. lO'-e. 38 (2H, m) , 

6. 44-6. 6 0 (IH, m) , 6r 92 (2H, 
d, J=8. 92Hz), 7. 12 — 7. 02 ( 1 H, 
m), 7. 30 (2H, s), 7. 43 — 7. 49 (1 
H, m) , 7. 54 (2H, d. J=8. 92Hz) , 

7. 61-7. 76 (IH, m) 
[004 2] it^^ (3 1) 

3. 0 (2H, bt), 3. 1 — 3. 4 (2H, com 
plex), 3. 5 — 3. 8 (2H, comple 

x) , 3. 9 (3H, s) , 3. 93 ( 1 H, d, J = 
12. 9H2) , 3. 95 — 4. 1 ( 1 H, compl 
ex) , 4. 23 (2H, t, J = 6. 6Hz) . 4. 
6 (IH, d, J=12. 9H2) , 6. 5 (IH, b 
d) , 6. 95 (2H, d, J = 8. 9Hz) , 7. 1 
4 (IH, bt) , 7. 55 (IH, d, J = 8. 9H 
z), 7. 5 — 7. 6 (IH, complex), 8. 
22 (IH, bs), 8. 3 (IH, bs), 8. 3 
(IH, bs), 7. 2-7. 35 (3H, compl 
e x) 

[0 0 4 31 it^^ (3 2) 

7. 23 (3H, s) , 2. 82 ( 1 H, t, J = 5. 
98Hz) , 3. 18 — 3. 28 (3H, m) , 3. 5 
6-3. 84 (2H, m) , 3. 84 (3H, s) , 

4. 08 (IH, d, J = 12. 6Hz), 6. 25 — 

6. 36 (IH, m) , 6. 55 (IH, d, J = l 

5. 84Hz) , 6. 9 6-7. 0 7 (2H, m) , 

7. 20-7. 3 5 (3H, m) , 7. 44 (IH, 
d, J=8. 25Hz) , 7. 67 (2H, t, J = 
7. 59Hz) 

[0044] ^t^^ (3 3) 

2. 83 (2H, bt) . 3. 21—3. 30 (IH, 
m), 3. 84 — 3. 94 (2H, m), 4. 13 (2 
H. t, J = 6. 2Hz) , 4. 45 (IH, d, J = 
14. OHz) , 6. 25 (IH, d, J = 7. 52H 
z) , 7. 18-7. 28 (4H, m) , 7. 34 (1 
H, t, J = 7. 52Hz) , 7. 4 2 — 7. 4 6 (4 
H, m), 7. 72 (IH, t, J=7. 62Hz). 
7. 34 (IH, d. J = 7. 8Hz) , 7. 42- 
7. 46 (4H, m) , 7. 72 ( 1 H, t, J = 7. 



62Hz) , 7. 34 (IH, d, J = 7. 8Hz) , 
8. 34-8. 3 6 (IH, m) , 8. 50 (IH, 
d, J=7. 24Hz) 
[0 0 4 51 it^i^ (3 4) 

2. 95 (2H. brt), 3. 20 — 3. 30 (1 
H, m), 3. 84 — 3. 94 (2H, m). 4. 12 

(2H, t, J=6. 32Hz), 4. 45 (IH, 
d, J = 13. 82Hz) , 6. 54 (IH, d, J = 
7. 52Hz), 7. 14 (IH. t, J = 7. 68H 
z) , 7. 16 — 7. 20 (2H, m) , 7. 2 3 — 
7. 34 (4H, m) , 7. 42 (2H, d, J=8. 
92H2) , 7. 56 (2H, d, J==8. 92H 
z) , 7. 66 (2H, d, J = 7. 56H2) 

[0 0 4 61 it^i^ (3 5) 

2. 90 (2H, br, t) , 3. 20 — 3. 31 (1 
H, m) . 3. 84 — 3. 94 (2H, m) , 4. 14 

(2H, t, J = 6. 34Hz). 4. 45 (IH, 
d, J = 14. OHz) , 6. 50 (IH, d, J = 
7. 92H2), 7. 17 (IH, t, J = 7. 6H 
z), 7. 26-7. 36 (7H, m), 7. 59 (1 
H, s) , 7. 64 (IH, d, J = 7. 92Hz) , 
7. 8 0 (1 H, s) 

[0 04 71 jb-^fe (36) 

2. 22 (3H, s) , 2. 80 (IH, d, J = l 
2. 2Hz) , 3. 03 (IH, dd, J = 12. 54 
Hz) , 3. 16-3. 44 (3H, m) , 3. 49 
(3H, s) , 3. 56 (IH, br, d, J = 12. 
64Hz) , 3. 85 (3H, s) , 3. 88 (3H, 
s), 4. 88 (IH, d, J = 12. 21Hz), 

5. 84 (IH, s) , 6. 3 4 — 6. 4 5 (IH. 
m) , 6. 54 (IH, d, J = 15. 84Hz) , 

6. 77 (IH, s) , 6. 95 (2H, d, J=8. 
91Hz) , 7. 26 (2H, d, J=8. 58H 
z) , 7. 39 (2H, d, J = 8. 57Hz) , 7. 
5 7 (2H, d, J = 8. 5 8Hz) 

[0 0 4 81 it^^ (3 7) 

2. 23 (3H, s) , 2. 80 (IH, d, J = l 

2. 2Hz) , 3. 04 (IH, d, dj = 12. 87 
Hz), 3. 16-3. 47 (3H. m), 3. 50 

(3H, s) , 3. 6 4-3. 7 6 (IH, b r, 
s) , 3. 89 (3H, s) , 4. 06-4. 15 (1 
H. m) . 4. 86 (IH, d, J = 12. 54H 
z) , 5. 80 (IH, s) . 6. 3 3-6. 4 3 (1 
H, m), 6. 54 ((IH, d, dj = 12. 87H 
z) , 3. 16-3. 47 (3H, m) , 3. 50 (3 
H, s) , 3. 6 4-3. 7 6 ( 1 H, b r, s) , 

3. 89 (3H, s) , 4. 06—4. 15 ( 1 H, 
m) , 4. 86 (IH, d, J = 12. 54Hz) , 
5. 80 (IH, s) , 6. 33 — 6. 4 3 (IH, 
m), 6. 54 (IH, d, J = 15. 84Hz), 
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6. 7 6 (1 H, s) , 7. 2 6 ( 1 H, s) . 7. 2 
8 (2H, d, J=7. 26H2) , 7. 38 (2H, 
d, J=8. 57H2) , 7. 47 (2H, d, J = 
8. 58Hz) , 7. 58 (2H, d, J==8. 25H 
z) 

10 0 4 9] it^^ (3 8) 

2. 96 (2H, t), 3. 24 (IH, comple 
x) , 3. 5 2 (3H, s) , 3. 8 6 (3H, s) . 

3. 87 (3H, s) , 3. 86-3. 96 (2H, c 
omplex), 4. 08'-'4. 19 (4H, comp 
lex), 4. 30 (IH, d, J = 13. 2Hz), 
5. 92 (IH, s) . 6. 86 (2H, d, J = 8. 
9Hz) , 6. 96 (2H, d, J=8. 9Hz) , 

7. 08 (IH, s) , 7. 23 (2H, d, J = 8. 
9Hz) , 7. 58 (2H, d, J=8. 9Hz) 

[0 0 5 0] it^m (3 9) 

2. 18 (6H, s) . 2. 26 (3H, s) , 2. 2 
6'-2. 36 (IH, m) , 2. 44--2. 54 (1 
H, m) , 3. 18 (2H, d, J=6. 27Hz) , 

3. 13-3. 33 (IH, m) , 3. 53 (3H, 
s) . 3. 7 1 (2H, s) , 3. 8 5 (3H, s) , 
3. 91 (3H, s) , 5. 98 ( 1 H, s) , 6. 2 
2 — 6. 33 (IH, m) , 6. 52 ( 1 H, d, J = 
15. 84Hz) , 6. 93 (2H, d, J = 8. 9H 
z) , 7. 27 (6H, m) , 7. 59 (2H, d, J 



= 8. 9 1 Hz) 
[0 0 5 1] it^i^ (4 0) 

2. 95 (2H, bt) , 3. 15-3. 30 (IH, 
complex), 3. 75 — 3. 90 (IH, com 
p 1 e x) , 3. 8 7 (3H, s) , 4. 0, 4. 3 7 
(IH, d, J=13. 5Hz) , 4. 1-4. 2 (t 
otal4H, complex) , 6. 55 (IH, 
d, J = 7. 5Hz) , 6. 85 (2H, d, J = 8. 
9Hz) , 6. 91 (2H, d, J = 8. 6Hz) , 
7. 13 (IH, bt) , 7. 2 (2H, d, J = 8. 
9Hz) , 7. 3 (IH, bt) , 7. 55 (2H, 
d, J=8. 9Hz) , 7. 65 ( 1 H. d d, J = 
5. 9, 1. 3Hz) 

10 0 5 2] ttlfe-AS:^ (1) V7r:^ti^T^y^>'i^ 

[0 0 5 3] ( 1 ) (oit^mnmwL 

[0 0 5 4] :^?im(ommm o) . (id. (i 

7) . (18) . (2 0) «Ti50SlSS;(l) . 
(2) j^iU^ (3) -C*$tl5*fe-e«it"T?#5o 
[0 0 5 5] Rft^^l 

[its] 
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Ph 



Me 
I 

N- 



NH2 



.S-R4 



+ R2 -SO2 CI 



BASE 




H0Rd«BOC 



NH 
I 

SO2 
I 

R2 




HCl 



Ph 



(0 0 5 71 5J&^3 



N-Rs NHBOC 

I 

SO2 
I 

R2 



\ 



Me 
I 

N- 



S-Ra 



Ph 



Me 
I 

N- 



NH 

I 

SO2 

I 

R2 



.S-R4 



Ut5] 



HD-Rs-OCOOb 



N-Rs NH2 
I 

SO2 
I 

R2 



Ph 



Me 

I 

N- 



,S-R4 



N-Rs -OCOCH3 
I 

SO2 
I 

R2 

[0 0 5 81 mmSif&^i^^i-it^'^<DmR2 tt*Slfe 



[OH] 



Ph 




S-R4 



N-Rs -OH 
I 

SO2 
I 

R2 

lO 0 5 91 ^flWJCiSSIJStSJ (1 0) , (16), 
(2 1). (2 2), (2 3) (2 8) liTIS<^S 

Jt^^ (4) su! (5) -c^$ix?.*&-csiiit-ct5, 
I 0 0 6 0 1 s.m^4 



-12- 



R4 



-O^^y^OH + H-N jf 




Ra-CJ^N JT J + NH2NH2 



0 



[00 6 1] SJC>^5 



/ 



CHO 



Ph + R4 -0 

\ 

NO2 



— 9 Ra 
lit?} 



NHz 



IiaBH4 
NH2 > 



H 



Ph 



NO2 



HCHO 
* 



Ph 



\ 



Me 

I 

N' 



.O-R4 



NO2 



[HJ 



Ph 



\ 



Me 
I 

N- 



NH2 



[006 21 mns.fS'A4Rtf 5 ic:^-r<t:-&!feiwSR4 

[0 0 6 31 RJt^^ (5) VmhnitTS./^yiPMt 
^«b»4S^^ (2) Xli (3) (C^t-S^SlCit), Bte 



.O-R4 



[0 0 6 41 :^mmi,cis(i immm (15) . o 

1) . (3 3), (3 4), (3 5). (3 8)*3iU5 

(4 0) ttTIBOSf&iS; (6) t?^$H-5;^)£t?S!ji-e 

[0 0 6 51 Sf£:^6 
[^k8l 
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Ph 



CI 



+ HSCHz CH2 OH 



Ph 



-OH 



\ 



NO2 



\ 



NO2 



/^S^A^OH 
Ph + R4 OH 

\ 

NO2 



Ph 



,0-R4 



NO2 



lO 0 6 6 J HtIiSSf£:^l-*1-<b'&'feoSR4 »4^e» 

t00 6 7j Rlt^ (6) •C#t.HfcT5>'-<i^i?>'Wb 
^ifettSl&S; (2) Xtt (3) Jcs^fRiejciio. 



^ Ph 



S^'N^O-R* 



NH2 

[0 0 6 8] :^%n{Cjo(td^%«^ (1) . (2), 

(3) jsit/ (4) r±TI2c?S^&^ (7) ic^-r^ife-c? 

to 0 6 9] R}t-^7 
lit 9] 



Ph 



/ 

1 

\ 



CHO 



+ CH3NH2 



NO2 




-> Ph 



NO2 



CHs 
I 

NH 



CH3 



Ph 



+ C 1 CH2 R4 



Ph 



NO2 



NO2 



CHs 

[H] /^N^^R4 

> Ph 

\ 

NH2 

[0 0 7 0] m&Rtt^^\cfp-rit'^!^(omR^ i4^b^ 

/w, 7 y /i'XI4ffiiKT/w^/V'S?r ; P hH:*@^X«^ 
(4) (7>{b-&W4HirE5l£?S: (7) OC 1 CH2 R4 



[0 0 7 1] sje£:^ (7) ■c^bHfcT^y'Oi^/Wl: 
^fefiSJS?^; (2) Xtt (3) {c^t-RJSl-J;?). ite 

[00 7 2] 2(C^W{ifc-lt5IIJifi«itJ (12), (1 
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3) . (1 4). (1 9) , (24) , (2 9) , (3 
9). (3 2), (3 6). (3 7) fcit? (3 9) ii 



Ph 



/ 

1 

\ 



CHO 



+ CH3NH2 



N02 



[0 0 7 3] BLJt^^S 

Uti 01 




Ph 



\ 



NO2 



Ph 




+ C1CHCH=-CHR4 



NO2 




[H] 



NO2 

[00 74] mmRit^^\c7]k-rit^m<ni 



[0 0 7 51 (8) T-#e>ttfc7 5/^>'v;/Ht: 

^il&HSiSiC (2) Xtt (3) tw^fSfSKiO, Btt 





NH2 

[0 0 7 61 ;$:^Wlc:*3l-t5*J6^ (5) . (6) 
(7) iSiOf (8) ©;*/VjJ?=./l-7' 5 KP^ro-ft-g-^ 
«<IIB5^£:SC (8) t?*L^i:|i!3t{k^<t&S:*/i'JK=>'VT5 
Kldte^-r-S^ic. TIEWSJJi^iC (9) at; (10) 

[0 0 7 71 s/S;^9 
I^ki 11 



+ Ph 



/ 
\ 



OCOCH3 



NH2 



COOH 



CHs 



Ph 



NH 
I 

CO 
I 

CH2 



[01] Ph 



CHs 



-OCOCH3 



NH 
I 

CO 

I 

CH2 -OH 



(0 0 7 81 s;&*i 0 



[^ki 21 
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NH2 



0 CH3 

4 II / 

+ NH-C-O-C-CHs 
I \ 
CH2 CH3 



COOH 




HCl 



CHs 

/ 

CH2 -NH-C-O-C-CH3 
\ 

CH3 

[00 79] «iri5Si«:S;{-^i-^t:^i^®SR4 tt#Sife 

[0 0 8 0] tfcS/C^8t?#e)JtfcT$y^v-:^/Hl: 
^m\tRJt^^ (3) Rt^ (7) ©{b•^i^S:^v^5;l^:^^: 
<kt)> (5) RXf (6) SrSSig-etS, 

[0 0 8 1 1 *^W{;ii^its^>'V'*>'T 5 HkSfSXtt 

1~2 8, 198 1#^) \ZX^T/l'^Mtit'r 
[0 0 8 2] *fl!BYk-g-!fel©tS!3t*&<Dtf-t?^IB$ixS 

[0 0 8 31 

|l«««J«|'©iB;fett«?B«it»iB;^ai!t«MP- 




Ph 



\ 



NH 

I 

CO 
I 

CH2 -NH2 



*H-NMR) ttEX2 7 0 (B^S^-ttSI) S:fflV\ 
^>^*ttJMS-AX5 0 5H (ttJS) SrfflV\ 
m<(H^^^ h.'V ( I R) «DR - 8 0 0 0 (ft»Slif^9f 

[0 0 8 4] (1) (2) (DAf*:fi^Sr 

[0 0 8 5] mmmi at-^m o) ] 

p-^nn^3}-73i/— 8. 6g. N-:/n^ai^ 
/W^ ^fyW 5 K 3 2 . 8 g Sri^> ^fV^;VJ>,T 5 K 2 0 
0ml IC^^L, 2 1. 2 gSraix4^fa^ja 

7k*J^3 0 0ml SrSDx.«*^L. N-p- 

fco ^<OZ 6 gS:3i^'/-yW: (1:1)© 
fifSS 0 Om nc:SP;t, b K7i>>'t h 9 . 6g 

lC^^5rg*L, p-^'nn73:-/V5^:d-3if^/PT$>' 
*>)6gSr#fc. r®5 gS052--hn'<VXT>'l'7't 
K4. 0 g^S:;>t^'/-;U7 Om nc^«L4^ra^St? 

i=« 6 0 0 m g Sr'>*-f oftlxfco MBET^^KSr®* 

AtCf'fUn-'vdff-y (5 : 1) -C^m* 

■fr, N-2-p-:?'t3n7 3;— /^^J^3i^/^-0-=^^ 

NMR (CDC I3 ) 6pp„ : 2. 8 4 (2H, t, J 
= 6. 6Hz) , 3. 05 (2H, t, J=6. 6H 
2) , 4, 04 (2H, s) , 7, 24 (2H, d, J 
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= 3. 6Hz), 7. 56 (2H, d, J = 3. 6H 
z) 

[0 0 8 6] :^b\CZ(Dm2 g\zmk2 0m\RX:^^/l^ 
WLfCo MEETIcS^LtKS Cm 1 §rSP;tj^S?7K^^ h 

(9:1) T^g^a^it. N-^ ^/l^-N- 2 - p 
- ^ n n 7 a: ^/W^:*- o - h n ^^'Sz/V'T ^ 

NMR (CDC I3 ) 6pp„ : 2. 2 3 (3H, s) , 

2. 62 (2H, bt), 3. 0 (2H, bt). 3. 
80 (2H, s) , 7. 2 (4H, s) , 7. 4 (1 
H, bt), 7. 810 (IH, dd, J = l. 3, 

3. 8Hz) 

[0 0 8 7] CICDJ^I. 7 g^TKKKl 7m 1 IC^j^L 
1 S%Smi 7ml *JDx.. SiaT«#Tx ^Xl . 7 

i[Hii!fe^^. mm^^^->i7j>^x-^m\^it. ro5oo 

mgSrb-y v^y7mnc^<»L7k?S«^$T. p-^b=¥ 
a K4 3 6. SmgSPx.. S 
i^T 1 Lfco tK. fti?3:5^>rp# 3 0ml JDx.*«I 

0 : 2-'l 0 : 3) 'T^feifti^t^telON-^^/V-N- 2 

>;^yWzJ>>'T ^ K 7 2 7 m g 5r#fco 

NMR (CDCI3 ) : 2. 14 (3H, s) , 

2. 55 (2H, bt), 3. 0 (2H, bt), 3. 

1 9 (2H, s) , 3. 8 (3H, s) , 6. 8 2 (2 
H, d, J = 8. 9Hz) , 7. 22 (4H, s) , 

7. 5 (IH, d, J=8. 2Hz) . 7, 67 (2 
H, d, J = 8. 9Hz) 

[0 0 8 8] :iOT^ K^*:7 0 Omg ^MtKt" h7 b K 
uyy:y20m\\Z^ML. 2 -B OC-T ^ J :x. 
/V3 5 5mg, h])y:s^:=^/^^^y^y5 7 7m 

~h4 4 5mgSr*nxfco ^^X-Wm\.. 

: ^m,^^)"^ (10-2 0%) (0^ttl^«^T*«fe 
}6t^<7)N-BOCi<C365jf(iji gdS^|e,ixfco ;i 03^)8 0 0 
mgSr^S*B^K^^/^4mHc^«L. 4N-^K-» 
K:3if-/W)l*R4mlS:iP;t. 2^IHSa-ea^Lyho S 



9i^(Cf+L. nn/jN/i/A : 7^^/— (10: 1) X 

m^^^fLm^^^(o^m\L^m o) 2- cn- (2 

-T^y3:5^/W) -N- (4 h^v'^>'-e>^;^/^/J^ 
^/V) ] -T^y-N- [2- (4-t5^nn>^aic:^/U^ 
ir) 3 :3i^/u-N-;^^/u-^:^i;^y^T^>'Sr3 2 9m 

g#fco 

NMR (CDC I3 ) 6pp„ : 2. 3 (3H, s) , 

2. 4'-2. 7 (2H, br) , 2. 6-^2. 7 (2 
H, complex), 3. 0~3. 2 (2H, com 
plex), 3. 2~3. 3 (IH, comple 

x) , 3. 5 (IH, d, J = 14. 2Hz) , 3. 8 
5 (IH, complex), 3. 89 (3H, s), 
4. 1 (IH, complex), 4. 13 (IH, 
d, J = 14. 2Hz) , 6. 5 (IH, d, J=6. 
9Hz) , 6. 95 (2H. d, J = 8. 9Hz) , 
7. 15 (IH, dt, J = l. 6, 7. 6Hz) , 
7. 21 (2H, d, J=6. 7Hz) , 7. 25 (2 
H. d, J = 6. 7Hz) , 7. 2'-7. 3 ( 1 H) , 
7. 55 (2H, d, J = 8. 9Hz) , 6. 5 (1 
H, b d) 

[0 0 8 9] Miasij;^ (8) co*«:t?!l«rTia{C*-ro 

[0 0 9 0] Wm^2 iWL-^m (1 9) ) 
2-:=. hP^^-XT/Wxt Kl 2 J—)VA Om 

\\Z.m^\.. 4 0%7«^/WT^>7K^ae7. 6mlSriD 

\ti^^^m\t'rV^)^J^2. 5gSr^>«r(cjD^fco 

j^e*L. att^e^K^^/t^4 0 Om 1 

-e 2 iHl. ISfp^lfiTk 1 WX:^^%Mmm S:IS7K«itK'7 ^ 
^^>!>^-ef£«ilU ^«ESr«ES*bfco aSl 2. 6 

g h^fcKn:77>-50ml \ZJ^t^ L p - ^ n n 
:/-^-^/Wi5^D^^ Kl 5. 6 g> ^^;?7y (tiTk) 

1 1. 5 g^^Dx.. ^i&Tl 6B$F^ffi*fLfco ^^^Jg 
JEe*m. IIFK^^/H 5 0ml ^JbDxittWU. 

A{Cf^L--=3e-t^>.-g^^zii5^/W (4 : 1) TttWL. 2 
-r^hn-N- (4-^^C2n-»''^-5yl/) -N-;?«^/P 

— v?/uT ^ ^y(n^m.^wm 1 5 . 7 g ^#fco 

NMR (CDC I3 ) 5^p^ : 2. 2 0 (3H, s) , 

3. 16 (2H, d, J=6. 27Hz), 3. 82 
(2H. s) , 6. 16 (0. 5H, t, J=6. 6H 

z) , 6. 2 2 (0. 5H. t, J = 6. 6H2) , 

6. 46 (IH, d, J = 15. 83Hz) . 7. 23 
^7. 29 (4H, m) , 7. 37 ( 1 H, t, J = 

7. 91Hz) , 7. 53 (IH, t, J = 7. 26H 
2) , 7. 63 (IH, d, J = 6. 93Hz) , 7. 
8 1 (IH, d, J = 7. 9 2Hz) 
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[0091] :i(Dl 5. OgSr> g^g^l 5 0ml Rife 
N-iE»l 5 Om 1 Icm^L. 7lc?&T«J^ L3idse>y^X 

1 5 g sr»^ icmk. 2 mNim^imrmmir S^ tfc 

tK 2 5 0 m 1 ^^Dx'^S^;^ y AifT/^;^ y t b 

stu 7KJitt^?6)jcKK^^/n 5 Om 1 \zxmmt:n 

-^>'i;f;^T ^ ^'(OiSin^mik^ 13. 5 g »fco 
NMR (CDC I3 ) 6pp„ : 2. 2 2 (3H, s) . 
3. 14 (2H, d, J = 6. 28H2), 3. 82 
(2H, s) , 6. 20 (0. 5H, t, J = 6. 4H 
z) , 6. 46 (IH, d, J = 15. SHz) , 6. 
60-6. 72 (2H, m) , 7. 02-'7. 1 1 (2 

H, m) , 7. 1 9^-7. 3 8 (4H, m) 

[0 0 9 2] Z,(D1 OmHZ.mM\^> 

2, 4, 6-hV^tiX2^:y'S:^y^;V:^=:./V^uyyf y 

I. 0 7gSriPx.. TkftT. 1 4msmwLtc. 

(Cg^K^^/Vl OOmK *1 0mliP;ts 5>?Sn-h 
(Cf+U $6(Cl6lFK:3if-/^l OOml 

^/-/i^ (10 0:2) T-^UiLfcBi^^i^ 2- [N- 
(2, 4, 6- h y ^i3n^>'-^>';:^yV3jN:=.yP) ] 

^ >(Dmn&mikm i . 2 g srWfco 

NMR (CDC I3 ) 6pp„ : 2. 25 (3H, s) , 

3. 25 (2H, d, J=6. 6Hz) , 3. 37 (2 
H, s) , 6. 29 (0. 5H, t, J=6. 59H 
z) , 6. 3 5 (0. 5H, t, J =6. 6Hz) , 

6. 53 (IH, d, J = 15. 84Hz), 6. 95 
(IH, t, J = 7. 26Hz) , 7. 04 (IH, 
d, J=6. 27Hz), 7. 17 (1 H, t, J = 

6. 59Hz), 7. 25-^7. 35 (6H, m), 

7. 5 6 (1 H, s) , 8. 2 9 (1 H, s) 

[00 9 31 r<?Dl. 2 g^-r h7 t: Kn:7y^^l Om 
llcS^d^U hVyz^^/l't^^^y^OB 8. 5mg. 2 

/^T^>3 6 Omg^rirax. 7k?&T^i^ LJfc?!)^ i^-T 
VT'n t:VUT>^;^7/^7}?:=:/VT^:x4 5 1 rngSr-r h^b 
Kn :7 ^ V 2 m 1 »c:S;5- tfc^^Sr t*o < 9 t ST L 

(100:2) ;J)^ib^aLfc5>iid^??«fe 
»<^feSr#fco mSrp«^/-/^3 Om nc^;6^U2N 

ff*L. TfcSOml. »Kj^^/I^5 Om l^IDx.. ^S!7k 



e){C7kJilce^K^^/v-5 Om lJDx.i4Hi 

U gfi^J^t:^^ (19) . 2- [N- (2-r^7:3i^ 
-N- (2, 4, 6- h y pn^:^-^>^;^/VjJxr: 
3 -T5/-N- (4-^'npix>^-^-^/l/) -N- 

^ ^/^--<:^i;ywr ^ XDm^t^mVt^ 8 0 0 m g Sr# 

NMR (CDC I3 ) 6pp„ : 2. 3 2 (3H, s) , 

2. 76 (2H, t, J=5. 94Hz) , 3. 12-- 

3. 31 (3H, m) , 3. 51 ( 1 H, d. J = l 

4. 19Hz), 3. 77--3. 87 (IH, m), 

4. 06 (IH, d, J = 14. 2Hz) , 6. 2 5-- 

6. 35 (IH, m) , 6. 48~6. 51 (2H, 
m), 7. 12 (IH, t, J = 7. 92Hz), 7. 
23-^7. 36 (4H, m) , 7. 43 (2H, d, J 
= 8. 91Hz) , 7. 55 (2H, d, J=8. 91 
Hz) , 7. 55 (2H, d, J=8. 91Hz) , 
7.6 6 (IH, d, J = 7. 5 9Hz) 

[0 0 9 41 ffiissf&s: (7) (DMci^^^rm^TT^To 

[0 0 9 51 2-^hn^>-Xr/V-r t Kl 2 gS:7<^ 
y-/W4 OmUcg^^U 4 0%^^/VT5>'7KS?a! 

7. 6ml «rJlJx. ^ST2(^P^ft*$^. 7k?&TJcai$ 

tJfe:6Se>, 7i(.mit:^^^mt')'VV^J^2, 5g^#>8r|C 
JPxfco ^iiSr«Ee*L. 3SSSrftK^^/^4 0 Om 

ucmii^L. *"C2lHl. fiaiP^^Tki lH]-ejfcr^«^W«S 

^^«|7K«6S-7^;^V!?ATS«L. ^iSE^^J^ffiS^LN 
2-:=:hn-<yi;/vr^>^Sr#fco r<^)^3 

^M. 2. 9g. 3'>{b':^by !>ix3. 2gSriD 

X. 85-90 t:-e 3 P#Mai$ Lfco Kl&ffifSrTkTK 5 0 

ml^\Z&^\ ftS?^^/W5 0ml-e3[H]ttfflbfCo * 

i^^j^-r^^^Ltzo mm^m&m^m. mm^i^v:^^ 

/V*7A^c:#L^^i^:^-B^K:3:^/^ (4:1) T*ttUi 
2-:=-bn-N- (4 -^5^ n n^Viz/V) -N-^ 
'^/U—Oi^jUT ^ XDM^f^^B^^W 2. 6 g 

NMR (CDC I3 ) 6pp„ : 2. 0 8 (3H, s) , 
3. 4 8 (2H, s) , 3. 8 4 (2H, s) , 7. 2 
0-7. 27 (4H, m) , 7. 39 (IH, t, J = 

8. 3Hz) , 7. 54 (IH, t. J=7. 31H 
z) , 7. 63 (IH, d, J = 7. 3Hz) , 7. 8 
1 (IH, d, J = 8. 3H2) 

[0 0 9 61 ^ ??{Cft^l 2ml.RU^6N-«^l 2m 
nc^;Ji^L> 7k?&Ta**L?idSt>;^Xl. 2g^^>er{c: 
JDxTaiTcL. ^j«e*«T/V;57yttlrL*'«8ISS:Sit) 
WL. Sj«e*^jaaESrl^yi^>^l 0ml |CS;6-L. 5 

— Yy=^y y >::^/i^^ri/u^u7-< K:fiK:tei. 0 gjn 
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mo± m^VSc^m. M^tSK?^^^ S 9 3 m g# fc. 

i^l^A-eltlftLfc. ^S«Sr«ffie*«. SttSri^y*-}^ NMR (CDCI3) : 2. 1 8 (3H, s) , 

yU*7AlC#L.^nD*/WA-^^y'-;W (1 00 : 2. 74~2. 84 (2H, m) . 3. 4 5~3. 52 
2) -CttUlt. }}>:^/U:^^~;VTZ/-li (2H, m) , 3. 7 0~3. 8 9 (3H, m) , 6. 

- (4-^nn^>'i;/W) -N->'?-yW— O'i^'/WT? 6 1 (IH, d, J = 7. 8 1Hz) , 6. 93 (1 

XOmn^^i^^Sl. lg«r#fc. H, t, J =6. 84Hz) , 7. 0 0~7. 2 0 (2 

NMR (CDCI3) 6pp„ :2. 10 (3H, s), H, m), 7. 21~7. 24 (3H, m), 7. 44 

3. 35 (2H, s) , 3. 51 (2H, s) , 7. 0 ~7. 55 (1 H, m) , 7. 66 (IH, t, J = 

0~7. 09 (3H, m) , 7. 21~7. 3 7 (3 7. 6 2Hz) , 8. 07 (IH, d, J=6. 35H 

H, m) , 7. 62 (IH, t, J=7. 8IH2) , z) , 8. 20 (IH, d, J = 8. 3Hz) , 8. 3 

7. 68 (IH, t, 7 = 7. 32Hz) , 8. 18 1 (IH, d, J = 7. 33Hz) , 8. 43 ( 1 H, 

(IH, d, J = 7. 81Hz), 8. 36 (2H, d, J=6. 35Hz), 9. 31 (IH, s) 
q, J =6. 3 5, 3. 9, 6. 6 IHz) , 8. 5 8 [0 0 9 8] (^^W®i3 *5IMO'fli-g-ife«:or<^^ 

~8. 6 2 (3H, m) , 9. 3 4 (IH, s) »C i •? fffi65^«J^^>fc e>WC*!i|RBS«lf^«Sr^-t-5ag« 

[00 9 7] mmit^m 1 . 0 6 g -sriiTKT' h 7 1 Kn izf£\,^mmm! t Lxmm±mmh?>itw^m-ri>o 

7 7^1 5m 1 IC^«L. SJSJSC (2) (C£PU.T2-N *5. llte0iJ#-§-(iBfII5 Lfc^t:-^!^##«:i*fJt>-r5. 
-BOC-T$y3i^/-/V.4 1 Smg. hy^ai-yP [0 09 9] (ttl?K4>«Jffti^] iK(2 4^^«fe^^J-&fc 

*;^7-f >'6 8 lmg«riOt*?B«J$T. 5 3 6ingO *jsS:2 0 5~2 4 0 g <^tH4C r j : I^'f JX^r-^ 5, 
v'-f yyof/VTy*/W^dr->U— h^rJPX. ^Sar- (1I¥7~8E) tC^S^-fk-^i^l 0 Omg/k gSr+H 

«ffij$U ?)gffiTJSifiL^I-ibnfc^aE€rv'y*'5^/v;*'7 it^l^lcS-^L, ^(Ott^(;iffeaP!gB$r^-x^w*^T 

AIC#U n : g^K:n9">»v (10~2 0%) TigSfebfc, !feS^4^W^(C»i^^S«LTSSrl8it±iL 

%«*BlFK3i5^/Kc:^»U. 4N-mB?-B^®?^f-/i'«i ?R5^IJ!.ffli«!ia*^t*®^ Lfc. ^mit-^^ti^m-k^Ti^X 

mm^. 2BtFfl^ia-c«^u sjt??stca^K*!^ ^ tty'i'->'8o^jtip^3i^*g7Ki-s<»uTS^L. *tfi5 

iPx.. /i^407KSrJPx.TT/v* y ttfc: *«^SrfiafP mi^tt^m-k^ 5 m 1 / k g Srfi-^ Ufc, ^^Sr^ 3 

g!ii4re*LSaESri^y*y/l'*7AIC#U ^'nn* [0 10 0] 

/Wix: ^^^y-zl- (10:1) -C-^|±j$*fc*fe«<^«D [«3] 
iW^b^i^ (1) , 2- (N- (2-T5y:tW - 

« 3 





nm* 


PH 








(ml/lOOg. WM) 




(MEq/lOOg. f^M) 


(/lEq/lOOg. ^M) 




2.2 


1.4 


142 


178 


(1) 


1.1 


3.2 


78 


89 


(2) 


1.2 


3.0 


80 


95 


(3) 


L5 


1.8 


92 


107 


(4) 


1.5 


2.5 


110 


121 


(5) 


1.4 


1.7 


59 


98 


(6) 


1.3 


1.9 


34 


95 


(7) 


1.1 


3.0 


45 


82 


(8) 


1.0 


3.1 


30 


77 


(9) 


0.4 


3.6 


25 


64 


(10) 


2.0 


1.5 


139 


161 


(11) 


1.6 


1.6 


128 


154 


(12) 


2. 1 


1.3 


146 


161 


(13) 


1.9 


1.4 


133 


158 


(14) 


1.9 


1.6 


127 


138 


(15) 


1.3 


2.8 


46 


71 
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[0 1 0 U 



(16) 


1.6 


1.8 


99 


107 


(17) 


1.1 


2.3 


52 


98 


(18) 


1.1 


2.1 


58 


95 


(19) 


0.3 


3.9 


31 


58 


(20) 


1.8 


1.5 


84 


141 


(21) 


1.5 


1.6 


95 


108 


(22) 


1.4 


1.4 


133 


129 


(23) 


0.4 


2.7 


31 


79 
















m 4 










PH 








(ml/lOOg. 




(MEq/lOOg. fl^a) 


(/zEq/lOOg. i^m 


(24) 


0.9 


2.4 


87 


96 


(25) 


2. 1 


1.4 


119 


132 


(26) 


1.8 


1.6 


78 


111 


(27) 


1.8 


2.8 


51 


92 


(28) 


1.5 


2.1 


72 


103 


(29) 


2.3 


1.5 


125 


122 


(30) 


2.2 


1.6 


130 


146 


(31) 


1.9 


2.0 


128 


155 


(32) 


1.9 


2.1 


116 


122 


(33) 


1.8 


2.1 


105 


110 


(34) 


1.6 


2.3 


80 


96 


(35) 


1.8 


2.5 


71 


106 


(36) 


1.2 


2.7 


67 


88 


(37) 


2.0 


2.2 


84 


128 


(38) 


1.1 


2.9 


62 


98 


(39) 


2.2 


2.1 


116 


104 


(40) 


1.6 


3.4 


38 


62 




2.8 


2.5 


54 


65 



[0102] CTKSi*)*;^ h i-^mm m24 ^mm± 

$*fc*a2 2 5~2 7 1 B©*tttC r j : if-C^^ — 
73/ h (m7~8E) OOmg/k g 

1 Om 1 SrirtlcaAL. H?r«tbLfc, J5cV^-e;'c?$fflJ 

* 5 



|Znfefc9©^:<0i^fttria^ffilS (mm) tLXMiii 

5 -f/v—^m-k^TK 0 . 5ml /i^M^Q. L 

10 10 3] 
[«5l 





mmH^^ (mm) 


SUSJ* (%) 




2 5 




(1) 


6 


7 6 


(6) 


1 8 


2 8 


(7) 


7 


7 2 


(8) 


9 


6 4 


(9) 


2 


9 2 


(10) 


1 3 


4 8 


(11) 


1 7 


3 8 
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(12) 15 4 0 

(13) 12 5 2 
(U) 19 2 4 

(15) 2 9 2 

(16) 9 6 4 

(17) 12 5 2 

(18) 14 4 4 

(19) 2 9 2 

(20) 1 2 5 2 
(23) 2 9 2 

[0 10 4] [«6l 

m 6 

mmi^m^- nmrnm^ (mm) jjusosp m 

Mmm 2 5 

(27) 8 . 6 8 

(28) 6 7 6 

(29) 1 4 4 4 

(30) 1 3 4 8 

(31) 19 2 4 

(32) 1 4 4 4 

(33) 2 2 1 2 

(34) 1 3 4 8 

(35) 9 6 4 

(36) 1 7 3 2 

(37) 1 9 2 4 

(38) 11 5 6 

(39) 1 0 6 0 

(40) 4 8 4 

[0105] mm-:^^/ -yi^mm y^h \c^f!k^ x\ ^mmKr^^x^^m L±M^^m\^x^i^'^. 

Kirsps-^ (loomg/kg) u "tiDim^m^ mmm,T\^^^i^xximv^<ouhA^^j:hwcm^(ou^ 



M irimmtc^ Imlift-^-r-So «»^^^y-/i-S-^ 7Si;«8|c|5«1-So 
mmm^ikiam^^^. litTOi^Jg*ui%>^/^"^ [0 10 6] 
yy^ffii 0ml Hi^icaAU i*«ffli-5o ^^cv^ [ig7i 





m^SffiS (mm) 






4 8 


8 9 


(1) 


6 


7 


(2) 


5 


1 1 


(3) 


2 


5 


(4) 


8 


1 5 


(5) 


2 0 


5 5 


(6) 


1 8 


3 9 


(7) 


1 3 


1 2 


(8) 


1 4 


2 1 


(9) 


0 


5 


(10) 


3 3 


5 6 


(11) 


7 


2 1 


(12) 


2 5 


3 5 


(13) 


2 2 


4 0 
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[0 10 7] 



(14) 


1 9 


3 7 


(15) 


0 


3 


(16) 


1 9 


4 3 


(17) 


1 0 


2 7 


(18) 


1 4 


3 1 


(19) 


0 


3 


(20) 


1 2 


2 8 


(21) 


3 6 


5 9 


(22) 


4 1 


7 2 


(23) 


0 


9 


(24) 


6 


1 8 


(25) 

- • 


5 

[«8l 

m 8 


1 9 




mmmm (mm) 






4 8 


8 9 


(26) 


2 6 


4 2 


(27) 


1 0 


1 4 


(28) 


6 


1 0 


(29) 


1 4 


2 2 


(30) 


1 3 


2 2 


(31) 


1 9 


2 8 


(32) 


2 5 


5 8 


(33) 


2 2 


4 9 


(34) 


1 3 


3 9 


(35) 


9 


1 7 


(36) 


1 7 


3 5 


(37) 


1 9 


2 3 


(38) 


1 6 


1 6 


(39) 


1 7 


2 2 


(40) 


3 


7 



[0 10 8] [«i14«1t) 2 0l^raiffe*$-&fc«^«2 8 
g~3 2 gWiSi CR-r>>J^tc^{t-a-i»SrS-^U 5& 

3 0 Omg/k g WSpS-^ST^I 0 Omg/k g< 

[01091 ^^^mff^it-^mco^^mmt ura, 0y;t 
^y±j^M. mum. mmyLit^y^-y^Mm^ 

^ iit^mi 9) 



^^^m. mmL ^nm. ^-^m. '^mi mmm<n 

¥Sft^l-J;*3M'S-5^5^ 100. 01~20m 

g/k giSrii^fifeAJc^rU-C. 1 u im^hwmz.^\ri 

[0 110] :!^^m<oit^tso(onnmi3m^&.T\ziF. 

-To 

[0 111] 1 



2 0 
6 0 
2 4 

1 . 

5 



m g 
m g 
m g 
Om g 
m g 



[0 112] 2. ilS&lt^J 



^it? 110. 0 m g 
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±* Wb^ifel 9) 10 mg 

^i[^b■^^y5'A 4. smg 

±BLX'2m 1 

[0 113] ttttWI2«3~«8*>P>Me>*>-t?a!>5, 



ISWal ¥fi£4¥l 0^8 0 
[^iEME 1 1 

[ffijE*f*«B*l 00 0 8 

[0 0 0 8] fcfcL±ie«l-Cffifc>ttfcPY»4f^7i^ 
i Trfil, 2, 

T>^— /p-S-W^/uSr, BW:2, 4, ^Sr, Z-Meg 



143, 5- (OCH3) aSr^f. 
[#igE«E2] 

[MiEM^s^^] mmm 
miEim^n^\ 0009 

[4tIE*jSfeJ 3gX 

[0 0 0 9] 
[«2] 





X 


y 


A 


Rl 


R2 


R3 


R4 


\a) 


s 


SO2 


CH2CH=CH 


H 


8-4/11* 




CbHs 


(26) 


s 


S02 


CH2CH2CH2 


CH2CH2QH 


8-+/U 




CeHs 


(27) 


s 


S02 


CH2CH=CH 


H 


N-Ac-T-iq 




CbHs 


(28) 


N 


SO2 


CR2CH2O 


CH2CH2NH2 


P-OCH3-CBH4 


CH3 


CHs 


(29) 


N 


S02 


CH2CH=CH 


CH2CH2OH 


P-OCH3-CBII4 


CH3 


2-fi;* 


(30) 


N 


S02 


CH2CH=CH 


CH2CH2OH 


P-OCH3-CBH4 


CK3 


2-V\k 


(31) 


S 


SO2 


CH2CH2O 


CH2CH2OH 


P-OCR3-CBH4 


CH3 




(32) 


N 


S02 


CH2CH=CH 


CH2CH2NH2 


CsFs 


CH3 


P-CI-C6H4 


(33) 


S 


SO2 


CH2CH2O 


CH2CH2NH2 


3-NO2-CSH4 


CH3 


P-CI-C6H4 


(34) 


S 


S02 


CH2CH2O 


CH2CH2NH2 


P-CI-C6H4 


CH3 


P-CI-CBH4 


(35) 


S 


S02 


CH2CH2O 


CH2CH2NH2 


2,4.5C13-CbH2 CH3 


P-CI-C6H4 


(36) 


N 


SO2 


CH2CH=CH 


CH2CH2OH 


P-OCH3-CBH4 


CH3 


P-CI-CBH4 


(37) 


N 


S02 


CH2CH=CH 


CH2CH20H 


P-CI-CBH4 


CH3 


P-CJ-C6H4 


(38) 


S 


SO2 


CH2CH20 


CH2CH2NH2 


P-OCH3-CSH4 




P-CI-CBH4 


(39) 


N 


S02 


CH2CH»CR 


CH2CH2N(CH3) 


2 P-OCH3-CBH4 


CH3 


P-C1-CbH4 


(40) 


S 


S02 


CH2CH2O 


CH2CH2NH2 


p-0CH3-CeH4 




P-C1-CBH4 














0 0 9 2 
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[0 0 9 2] :l<di gi:\^Vi^yi omWcmMi^. 

1. 0 7gS:JPx.. 7k?&T. 14mm»WLfCo RJtM 
{cB^K^f-7H 0 Om K Tkl Om 1 tJDx.. h 
tC#L. ^«l®Sr5^Si^. ^ e>(^»g^^^^H 0 0ml 
icTtttiiL. ^mM^-B-t)"^. 7k 2 0. «afPAiS7Ki0 

>?/-/P (1 00 : 2) T*^ttlLfcjl5><t9 2- [N- 
(2, 4, 5_-h}}i^^^^>'^>'^^^^^^^) ] 

i>)vr ^ i^cD'^m^m^m i . 2 g srWfco 

NMR (CDCI3) 6pp^:2. 25 (3H, 
s) , 3. 25 (2H, d, J=6. 6Hz) , 3. 3 
7 (2H, s) , 6. 29 (0. 5H, t, J=6. 5 
9Hz) , 6. 35 (0. 5H, t, J=6. 6H 
z) , 6. 5 3 (IH, d, J = l 5. 84Hz) , 
6. 95 (IH, t, J = 7. 26Hz), 7. 04 

(IH, d, J=6. 27Hz), 7. 17 (IH, 
t, J=6. 59Hz) , 7. 25-7. 35 (6H. 
m) , 7. 56 (IH, s) , 8. 29 (IH, s) 

I^MffliE4] 

vmmmm^ mum 

[ffilE^^^g^l 00 9 3 

100 931 ^(^1. 2 gSrx h7t: Koy^^V^l Om 
ItC^d^U hp 7=:— /^2J^;^>^><^^5 8. 5mg. 2 



/VT^>^3 6 OmgSriD^. 7K/^Tffii$L^cf^^?3. v^-f 
yypt';WTV^*/l^3i<::^>'^T^>'4 51mgSr7"h9t 

fco «T^Sia-ci 2i^Fflai$b. ^?«^«jEe*u 

-Tt^^y^/v (10 0 : 2) ^^<b^Hibfc4^®d^?>Jlfe 
Jft^^^iSr^i^fco ::tT.Sr;^^^y-/^3 0ml t::®;6^b2N 
-ai»5m 1 SrJDx:^ia-e2^Maj^Lfco ^i«Sr«iE 
®* L. tK 5 0 m K g^K^^/V 5 0 m 1 JDX.. J^S^tK 

«SS:4>5lL$ t>{C7KJUcilF»j:^/V'5 Om 1 JOX-ttW 

U Bfi^Jft-g^^ (19) . 2- [N- (2-T^y:n^ 
/P) -N- (2, 4, 5_- b y ^Pn^>-ify;:^/^3!?::i 
] -T^y-N- (4-:^^nai/>'-^^yU) -N- 
y ^/v- ^>'i;?/WT ^ ^y(r>W^^^^^ 8 0 0 m g Sr# 

/Co 

NMR (CDCI3) 6pp^:2. 32 (3H, 
s) , 2. 76 (2H, t. J=5. 94Hz) , 3. 
12-3. 31 (3H, m) , 3. 51 ( 1 H, d. J 
= 14. 19Hz), 3. 77-3. 87 (IH, 
m) , 4. 06 (IH, d, J = 14. 2Hz) , 6. 
2 5 — 6. 3 5 (IH, m) , 6. 48 — 6. 51 (2 
H, m), 7. 12 (IH. t, J = 7. 92Hz), 

7. 2 3—7. 3 6 (4H, m) , 7. 43 (2H, 
d, J=8. 91Hz) , 7. 55 (2H, d, J = 

8. 91Hz) , 7. 55 (2H, d, J=8. 91H 
z) , 7. 6 6 (IH, d, J = 7. 5 9Hz) 



(51) Int. CI. ^ mmL^ nH&m% fi ^mwr^m^ 

A6IK 31/44 9360-4 C 

31/47 9360-4 C 

31/495 9360-4 C 

C 0 7 C 311/21 7419-4H 

311/29 7419-4H 

311/31 7419-4H 

317/32 7419-4H 
C 0 7 D 213/38 

213/42 

213/65 

215/36 

295/12 A 



307/52 
307/68 



Z 
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4 



333/20 

7 
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